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AB A process for producing azasteroids of formula I [R, Rl = H, (fluorine 
substituted) alkyl, (fluorine substituted) phenylalkyl, etc.; R2 = H, 
(fluorine substituted) alkyl; R3 = H, absent] comprises treating the 
corresponding 17 .beta . -carbonylimidazole intermediates with anhyd. acids 
in the presence of an amine and, optionally, hydrogenating the resulting 
compd. Thus, 3-oxo-4-azaandrost-5-ene-17 .beta . -carbonyl-l-imidazole was 
reacted with 1, 1, 1, 3, 3, 3-hexaf luoro-2-phenylprop-2-ylamine and 
methanesulfonic acid to give II. 
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RL: RCT (React ant) 

(prepn. of 17 . beta . -carboxamido-4-azasteroids ) 
RN 103335-54-2 CAPLUS 

CN lH-Indeno [5, 4-f ] quinoline-7-carboxylic acid, 
2, 3, 4, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9 

b, 10-tetradecahydro-4a, 6a-dimethyl-2-oxo-, (4aR, 4bS, 6aS, 7S, 9aS, 9bS) - 

(9CI) 

(CA INDEX NAME) 
Absolute stereochemistry. 




H 



RN 104239-97-6 CAPLUS 

CN lH-Indeno [ 5, 4-f ] quinoline-7-carboxylic acid, 

2, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10 

, 11, lla-tetradecahydro-4a, 6a-dimethyl-2-oxo-, 

(4aR, 4bS, 6aS, 7S, 9aS, 9bS, llaR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




IT 129273-17-2P 229183-12-4P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation) 
(prepn. of 17 . beta . -carboxamido-4-azasteroids ) 
RN 129273-17-2 CAPLUS 

CN lH-Imidazole, 1- [ [ (4aR, 4bS, 6aS, 7S, 9aS, 9bS, llaR) - 

2, 4a, 4b, 5, 6, 6a, 7,8,9, 9a, 9b, 10, 11, lla-tetradecahydro-4a, 6a-dimethyl-2-oxo- 
lH-indeno[5.,4-f]quinolin-7-yl]carbonyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 229183-12-4 CAPLUS 
CN lH-Imidazole, 

1- [ [ (4aR, 4bS, 6aS, IS, 9aS, 9bS ) -2 , 3 , 4 , 4a, 4b, 5 , 6, 6a, 7 , 8 , 9, 9a, 9b, 

10-tetradecahydro-4a, 6a-dimethyl-2-oxo-lH-indeno [5, 4-f ] quinolin-7- 
yl]carbonyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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AB Acylimidazolides, e.g., I (R = 1-imidazolyl) react with magnesium amides 
to produce carboxamides in excellent yields, whereas Fe(III) catalyzed 
cross coupling between acylimidazolide and Grignard reagents produce 
ketones in high yields. These methods were utilized to prep, the 
. alpha . -reductase inhibitor Proscar I (R = NHCMe3) , as well as various 
17 .beta. -amides, e.g., I (R = NEt2, NHR1; Rl = cyclohexyl, 2-adamantyl) 
and II, and ketone analogs I (R = sec-Bu, iso-Bu, iso-Pr, cyclohexyl) of 
. DELTA. l-4-aza-5 . alpha . -androsten-3-one . 

IT 129273-17-2 

RL: RCT (Reactant) 

(condensation of, with Grignard reagents, amides and ketones from) 

RN 129273-17-2 CAPLUS 

CN IH-Imidazole, l-[ [ ( 4aR, 4bS, 6aS, 7S, 9aS,9bS, llaR)- 

2, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10, 11, lla-tetradecahydro-4a, 6a-dimethyl-2-oxo- 
lH-indeno[5,4-f]quinolin-7-yl]carbonyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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IT 104239-97-6 

RL: RCT (Reactant ) 

(conversion to carboxamide, via acylimidazolide) 
RN 104239-97-6 CAPLUS 

CN lH-Indeno [5, 4-f ] quinoline-7-carboxylic acid, 

2, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10 

, 11, lla-tetradecahydro-4a, 6a-dimethyl-2-oxo-, 

(4aR, 4bS, 6aS, 7S, 9aS, 9bS, llaR) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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AB The title compds . [I; R = (hydroxy-, carboxy-, or alkyl 

ester-substituted) Cl-12 alkyl, cycloalkyl, Ph, OH, alkoxy, PhCH20, NH2; 

Rl. 

= H, Me, Et; dotted line = optional double bond] , useful as testosterone 
5 . alpha . -reductase inhibitors (no data), were prepd. by treatment of 
imidazolides II with Grignard reagents or with amines in the presence of 
Grignard reagents. Thus, 3-oxo-4-aza-5 . alpha . -androst-l-ene 
17 . beta . -carboxylic acid in CH2C12 was treated with carbonyldiimidazole 
over 20 min and the mixt . was stirred an addnl. 20 min to give 91.5% of 
the corresponding carbonylimidazole . The latter, in THF at -4 0. degree., 
was treated with MeCH2CHMeMgCl ; Fe (acac) 3 in THF was then added at 
-15. degree, to give 58.3% azanorcholenedione III. 

IT 104239-97-6 

RL: PROC (Process) 

(conversion of, to carbonylimidazole deriv.) 

RN 104239-97-6 CAPLUS 

CN lH-Indeno [5, 4-f ] quinoline-7-carboxylic acid, 
2, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10 

, 11, lla-tetradecahydro-4a, 6a-dimethyl-2-oxo-, 

(4aR, 4bS, 6aS, 7S, 9aS, 9bS, llaR) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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H H 



IT 129273-17-2P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation) 
(prepn. and alkylation of) 
RN 129273-17-2 CAPLUS 

CN lH-Imidazole, 1- [ [ (4aR, 4bS, 6aS, IS, 9aS, 9bS, llaR) - 

2, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10, 11, lla-tetradecahydro-4a, 6a-dimethyl-2-oxo- 
lH-indeno[5,4-f]quinolin-7-yl]carbonyl]- ( 9CI ) (CA INDEX NAME) 

Absolute stereochemistry. 
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